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INTERNATIONAL PRELIMINARY REPORT ON PATENTABILITY 

(Chapter I of the Patent Cooperation Treaty) 



(PCT Rule 44to) 



'5* 


Applicant's or agent's file icfejence 
1215WOORD01 


FOR FURTHER ACTION 


See item 4 below 




Intemational application No. 
PCT/EP2005/050300 


Internationa] filing date (day/month/year) 
25 January 2005 (25.01 .2005) 


Priority date (day/montJi/year) 
26 January 2004 (26.01 .2004) 




Internationa] Patent Classification (8th edition onless older edition indicated) 
See relevant information in Form PCT/ISAy237 




Applicant 

ALTANAPHARMAAG 



1. This international preliminary report on patentability (Chapter I) is issued by the International Bureau on behalf of the 
Internationa] Searching Authority under Rule 44 Wj. 1(a). 


2, This REPORT consists of a total of 9 sheets, including this covffl- sheet. 


In the attached sheets, any reference to the written opinion of the International Searching Authority should be read as a reference 
to the intemational preliminary report on patentability (Chapter I) instead. 


3. This report contains indications relating to the following items: 


Box No. I 


. Basis of the report 


|~| BoxNo.n 


Priority 


Box No. m 


Non-establishment of opinion with regard to novelty, inventive step and industrial, 
applicability 


. 1 1 Box No. IV 


Lack of uni^ of invention 


1^ Box No. V 


Reasoned statement under Article 35(2) with regard to novelty, inventive step or iiidustrial 
applicabUity; citations and explanations supporting such statement 


j 1 Box No. VI 


Certain documents cited 


I 1 BoxNo.Vn 


Certain defects in the intemational application 


1^ BoxNo.Vm 


Certain observations on the international application 


4. The International Bureau will communicate this report to designated Offices in accordance with Rules 44fe£y.3(c) and ^bisA but 
not, except where the applicant makes an express request under Article 23(2), before the expiration of 30 months from the priority 
date(Rule44i?tt.2), ^ . 





Date of issuance of this report 
27 July 2006 (27.07 J2006) 


The Intemational Bureau of WIPO 
34, chemin des Colombettes 
121 1 Geneva 20, Switzerland 

Facsimile No. +41 22 338 82 70 


Authorized ofQcer 

Ellen Moyse 

e-mail: pt05@wipo.int 
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To: 



see form PCT/ISA/220 
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WRITTEN OPINION OF THE 
INTERNATIONAL SEARCHING AUTHORITY 

(PCT Rule 436/S.1) 



Date of mailing 

(dayJinontb^ear) see form PCT/1SAj21 0 (second sheet) 



Applicant's or agenf s file reference 

see form PCTilSA/220 



FOR FURTHER ACTION 

See paragraph 2 below 



International application No. 
PCTyEP2005y050300 



International tiling date (dayAnantthyear) 
25.012005 



Priority date (day/hnonthfyear) 
26.01.2004 



International Patent Classification (IPC) or both national ciassification and IPC 
C07D47iy04, A61K31A137, A61P1/D4 



Applicant 

ALTANA PHARMAAG 



IS 


Box No. 


1 


□ 


Box No. 


II 




Box No. 


III 


□ 


Box No. 


IV 


ISI 


Box No. 


V 


□ 


Box No. 


VI 


□ 


Box No. 


VII 




Box No. 


vni 



1 . This opinion contains indications relating to the following items: 

Basis of the opinion 
Priority 

Non-establishment of opinion witli regard to novelty, inventive step and Industrial applicability 
Lack of unity of invention 

Reasoned statement under Rule 436/s.1 (a)(1) with regard to novelty, Inventive step or industrial 
^plicabilily; cftations and explanations supporting such, statement 

Certain documents cited . . . - ' 

Certain defects in the international application 
^ Box No. Vill Ceritain obsenrations on the International application 

2. FURTHER ACTION 

If a demand for International preliminary examination is made, this opinion will usually be considered to be a 
written opinion of the International Preliminary Examining Autliority ("iPEA"). However, this does not apply where 
the applicant chooses an Authority other than this one to be the I PEA and the chosen I PEA has noWed the 
International Bureau under Rule 66.1 b/s(b) that written opinions of this International Searching Authority 
will not be so considered. 

If this opinion is, as provided alx>ve. considered to be a written opFnfon of the I PEA, the applicant Is invited to 
submit to the IPEA a written reply together, where appropriate, with amendments, before the expiration of ttiree 
months from the date of mailing of Fomi PCTyiSAi220 or before the expiration of 22 months from the priority date, 
. whichever expires later. 

For further options, see Form PCT^SA220. 

3. For further details, see notes to Form PCT^SA/220. 



Name and mailing address of the ISA: 



European Patent Office 
D-S0298 Munich 

Tel. 449 89 2399 - 0 Tx: 523656 epmu d 
Fax: -149 89 2399 - 4465 



Authorized Officer . 
Stroeter.T 

Telephone No. +49 89 2399-8088 



WRITTEN OPINION OF THE 
INTERNATIONAL SEARCHING AUTHORITY 



international application No. 
PCT/EP2005/050300 



Box No> I Basis of the opinion ^ ; 

1 . With regard to the language, this opinion has been established on the basis of the international application in 
the language in which it was filed, unless othenAdse indicated under this item. 

□ This opinion has been established on the basis of a translation from the original language into the following 
language , which is the language of a translation furnished for the purposes of international search 
(under Rules 12.3 and 23.1 (b)). 

2. With regard to any nucleotide and/or amino acid sequence disclosed in the international application and 
necessary to the claimed invention, this opinion has bee^n established on the basis of: 

a. type of material: 

□ a sequence listing 

□ table(s) related to the sequence listing 

b. format of material: 

□ in written format 

□ in computer readable form 

c. time of filingyfumishrng: 

□ contained in the international application as filed. 

□ filed together with the international application in computer readable fonn. 

□ furnished subsequently to this Authority for the puiposes of search! 

3. □ In addition, in the case that more than one version or copy of a sequence listing and^r table, relating thereto . 

has been filed or furnished, the required statements that tiie information in the subsequent or additional . 
copies is identical to that in the application as filed or does not go beyond the application as filed, as 
appropriate, were furnished. 

4. Additional comnnents: 
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International application No. 
PCTyEP2005A)50300 



Box No. Ill Non-establishment of opinion with regard to novelty, Inventive step and Industrial 
applicability : : 

The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non 
obvious), or to be industrially applicable have not been examined in respect of: 

□ the entire international application, 
IS! claims Nos. 11. 
because: 

S the said international application, or the said claims Nos. 1 1 relate to the following subject matter which 
does not require an international preliminary examination (spedfy): 

see separate sheet 

□ the description, claims or drawings (indicate particular elements below) or said claims Nos. are so 
unclear that no meaningful opinion could be fonned (specify): 

□ the claims, or said claims Nos. are so inadequately supported by the description that no meaningful opinion 
could be formed. 

□ no international search report has been established for the whole application or for said claims Nos. 

□ the nucleotide and/or amino acid sequence listing does not comply with the standard provided for in /mnex 
C of the Administrative Instructions in that: 

the written form □ has not been furnished 

□ does not comply with the standard 
the computer readable form □ has not been fumished 

□ does not comply with the standard 

□ the tables related to the nucleotide andbr amino acid sequence listing, if in computer readable form only, do 
not comply with the technical requirements provided for In Annex C-bis of the Administrative Instructions. . 

□ See separate sheet for further details 
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Box No. V Reasoned statement under Rule 43dj!s.l(a)(i) with regard to novelty, inventive step or 
Industrial applicability; citations and explanations supporting such statement 

1. Statement 



Novelty (N) 


Yes; 


Claims 


1-11 


No: 


Claims 




Inventive step (IS) 


Yes: 


Claims 






No: 


Claims 


1-11 


Industrial applicability (lA) 


Yes: 


Claims 


1-10 




No: 


Claims 





2. Citations and explanations 
see separate sheet 



Box No. VHl Certain obseivations on the Jnternattonal application 

The following observations on the clarity of the claims, description, and drawings or on the question whether the 
daims are fully supported by the description, are made: 



see separate sheet 
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Re Item III 

Non-establishment of opinion with regard to novelty, inventive step and industrial 
applicabiiity 

Claim 1 1 relates to subject-matter considered by this Authority to be covered by the 
provisions of Rule 67.1 (iv) PCI. Consequently, no opinion will be formulated with respect 
to the industrial applicability of the subject-matter of this claim (Article 34(4)(a)G) PCT). 

Re Item V 

Reasoned statement with regard to novelty, inventive step or industrial applicabiiity; 
citations and explanations supporting such statement 

1 Subject-matter of the present application 

The present application is directed to certain gastric acid secretion inhibitors having a 
1 ,2,4-triazolopyridine system substituted with arylmethylamino at C-8. Such 
compounds are useful In the treatment of ulcer and other gastrointestinal diseases. 

. 2 Prior art documents 

Reference is made to the following documents (concerning D2-D7 see item VI): 

D1 : US-A-4 358 454 (BRISTOL JAMES A ET AL) 9 November 1 982 

D2: WO 99/55705 A (DAHLSTROEMMIKAEL;AMINKOSRAT (BE); ASTRA 

AB (SE); NORDBERG PETER (S) 4 November 1 999 
D3: WO 99/55706 A - see D2 
> D4: WO 00/1 1000 A (DAHLSTROEMMIKAEL;AMlNKOSI=lAT(SE); ASTRA AB 

(SE); NORDBERG PETER (S) 2 Inarch 2000 
[>5: WO 03/01 8582 A (DAHLSTROEM MIKAEL ; AMIN KOSRAT (SE); 

ASTRAZENECA AB (SE); NORDBERG PE) 6 March 2003 
D6: WO 01/17999 A (HOFFMANN LA ROCHE) 15 March 2001 



Form PCT/iSA/237 (Separate Sheet) (Sheet 1) (EPO-January 2004) 
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3 Mnvftlty /Article 33f2)PCT 

The present triazolopyridine compounds are novel over those of D1 : They represent 
(partly) a novel selection of the content of D1 since no specific novelty-destroying 
example compounds were to be found. The triazolopyridine compounds of D6 differ 
from the presently claimed compounds via the substituents in 2, 6 and/or 8-position. 
D2 to D5 disclose isosteric imidazopyrldine compounds and thus are not novelty- . 
destroying. 

Therefore present claim 1 and further claims 2-1 1 are novel. 

4 Inventive step (Article 33^3) PCT) 

The structurally closest prior art compound 2-methyl-8-phenylmethanamlno-1 ,3,4- 
tria2olo[1 ,5-a]pyridlne having the same pharmaceutical activity and application as the 
presently claimed compounds can be found in D1 with the only structural difference 
to the embodiments of D1 being that present R2 cannot represent hydrogen. 

However, as stated above, the present subject-matter is a selection of compounds 
falling under the scope of D1 which represents the closest prior art. The problem to 
be solved by the present invention may therefore be considered as the provision of 
further gastric add secretion inhibitors having a 1,2(3?),4-triazolo[1,5-alpyridine 
• system substituted with arylmethylamino at 0-8 suitable for in the treatment of ulcer 
and other gastrointestinal diseases. 

. ..The solution proposed by the Applicant Is already generally disclosed in D1 although 
-not explicitly described, the mere choice of a restricted substitution pattern leading to 
. . a more specific group of compounds within a group of compounds known for the 
. same pharmacological activity cannot be considered inventive. This is even more the 
case in view of either D2, D3, D4 or D5 which all disclose biolsosteric 
imidazopyridlnes (i.e. the only structural difference is C instead of N in the condensed 
ring system) having the same kind of substitution pattern (I) and possess the same : 

: pharmaceutical activity and application as the presently claimed compounds. 



Form PCynSMZSr {Seperate Sheet) (She^ 2) (EPO-January 2004) 



WRnTEN OPINION OF THE International application No. 

INTERNATIONAL SEARCHING „^T/n:Don..r /«t:no«^ 

AUTHORITY (SEPARATE SHEET) PCT/EP2005/050300 

Therefore, the problem to be solved Is to be reformulated as the provision of further 
gastric acid secretion inhibitors with unexpected properties, e.g. a better gastric acid 
secretion inhibition activity over the closest prior art. No comparative test(s) with the 
structurally closest prior art compound (in the present case the example compound of 
. D1 ) which would support the involvement of an inventive step have been provided so 
that it is at present not apparent whether the problem has been solved or not. Thus, 
the present claims are not inventive. 



5 Industrial applicabilitv ^Arti cle 33(4) PCT) 

The subject-matter of the present claims 1 -1 0 is in accordance with the requirements 
of Article 33(4) PCT. 

For the assessment of the present claim 1 1 on the question whether it is industrially 
applicable, no unified criteria exist in the PCT Contracting States. The patentability 
can also be dependent upon the formulation of the claims. The EPO, for example, 

. does not recognize as Industrially applicable the subject-matter of claims to the use of 
a compound in medical treatment, but may allow, however, claims to a known com- 

• pound for first use in medical treatment and the use of such a compound for the 
manufacture of a medicament for a new medical treatment. . 



ReltemVIH 

Certain observations on the international application 

(1) During the Search no reasons for the Inclusion of the provisos in present claims 1 and 
2 could be found. The Applicant should have stated any documents known to him . 
reflecting the excluded subject-matter. 

(2) In contrast to D1 the presently claimed compounds are named as 1 ,2,4- 
triazolopyridines and not 1 ,3,4-triazolopyridines. Please note that the 2-position is a C- 
atom substituted with present R1 . The Applicant Is asked to verify the nomenclature of the 
present compounds. ... 



Form PCT/lSA/237 (Separate Sheet) (Sheet 3) (EPOsJanuary 2004) 
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